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Abstract of JP 4327587 (A) 
PURPOSE:To obtain a novel compound having 
high chemotherapeutic coefficient and high safety 
and useful as an antiviral agent by reacting a 
cyclopentene derivative with a 3-deazaadenine 
derivative in an inert solvent and eliminating 
protecting group from the reaction product. 
CONSTITUTION :A compound of formula I (Y is 
lower alkyi; RV to R3' are OH-protecting group; X is 
electron-attracting eliminable group) Is made to 
react with a compound of formula II (R4 is H or 
amino-protecting group) in an inert solvent (e.g. 
THF) in the presence of 2-5 equivalent of a base 
(e.g. sodium hydride) and 1 -2 equivalent of a crown 
ether (based on the compound of formula I) e.g. at 
room temperature to obtain the objective compound 
of fonmula III (R1 to R3 are same as Rl' to R3'), e.g. 
6'-C-methyl-3-deazaneplanocln A derivative. 
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awffliim :/nfc!i^>ef>j3-;k mx9v 

;iffl*ga3ijtt5fciett®;&*^?.. A-f7;i/aiflc](ls«SI 

[0 0 3 8] *5!?lfl:^« (I) *&(i-e©;l©S4« 

MftSdJ, -Klctt, :*A-ASOft^» (I) tLT 
10 5mg~rgm »SKtt2 5~5 0 0mgS 

«i: b. rn* 1 ~ 3 mz'ii\■)x^^■tn\t^\\ 
[0 0 3 9] s±©i(i< tT^e.n^:6'-c- 
7;^=^^;^-3-x7■tf*7'7y->>A (I) \z-o\^x. 
•?-©llllf^ffl$»WtfcilS«*^-r. 

[0 0 4 01 (1) iaC'-l'Jl'Xf^ffl 

h-7>F"!r€-fe7t:^, M24#, 113^. ^3 5 3 
~3 6 1X( AntiBicrobial Ageots aodCheDOthera 

py, Vol. 24. No. 3, P.353~361(1983)) ©IS»S^&- 
8S^jeUTmT©aOfTofc. BP^Ve r oM (F 

Lowaii, *0*iiiitt«R3g> si^wflf4W3i£ffic 

T^J-4pI^) 3X10' iljjg/m 1 S:f?ja$ii-fc^-^ 
;P©«/h£^Stg«fi (1 0 %«JBJilfi^^) sSt 2 0 0 
1 ^£9 85^¥Jis7'l/~hf -r^^L. Jgmmi^SL 

©S/h!if^«^ (3 ^9 0 1 ^Jd 

A. ^*l!IS!ljtSSDPT(C*Jt-tS 5 0 %«it*fflM»iM 
( Tissae culture iofec-tioos dosis 50% ; TC 

idbo) *ft)tLT*€, ^:e:§fnfcTc iD6c©i 0 
of&itVi«S©"?^';vxati 0 w 1 $5feiriH»L-fc«ll 

oaTTS^b. sanTTiaiifiXtt^* (CPE) & 
«!gL-. a/h^^-fjvxJijiiagjfiaw^iDt^ffofc. 
[0 0 4 1] (2) ii8a«i4©ai5£ 

5X1 0*ailia/ml®Ve roJfflja£SiiE$-&&'f- 

i^jU5S'hifjm«! (1 atl 0 0 

I .hsse^ft^ftti^. m^mk i o o m i (cdoxtq 

8¥)£:/W-Nft77 2WrflS«L, vY-TfJU-*:/- 
Mx;u'y1i)],-:^VvY. 116 o#, m5 5~6 3M 

( I.ImiUDol. Metbods. 65. 55-63(1983)) 
nfcMT Tffl^ffitr i f) Sg|ft^!g5©«BSa«tt* SH^b 
fc. «llig3$1i». «lliai9M£5 0%«l^-r^iSft (ID 
so) tbT^bfc. Cn5©l6«*|glglC*T. 

[00 42] 



(10) 1$l8¥4-32 7 5 8 7 

17 18 

« » ^ ®> as (M I C) aig (MTC) (MTC/MIC) 

(/zg/ml) (^g/ml) 
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1 2. 
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0. 
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[0044] 

yy'y:xijyh\Z\i. A r t . 9 3 8 5 v'U*^ 

[0 04 5] # # W 1 

V'fy:/Dtr;i/7^>3 2ml (2 3 0mm 
o l) ^t^*xh^b: Hd7^> (THF) 4 0 0ml 

6M :/5^;VU5"*?A-A+-B->j§Jgl 2 5ml (2 0 
Ommol) ^fSTUfco 55^^hU:/5^;i/^>/W H 
^'1'b*5 2.8ml (2 0 Ommo I) ^l^lMtCTfST 

tltr7'feb7;i^xt H 1 1 . 2m 1 (2 0 Ommol) 

^ji*THF 5 Om 1 {CTl&S^L^cigl&^fflTt/io 3 

cm J^^fS(;:!ainMb7>^-'>A*i o Om i ^ 
fflJA. *ViTSl6S<^A.4^-y'>2 5 0ml ^\Z&.Wi. 
^+1f>^$:*5 0 OmllCTSc^L (2 0) . «iS 4» 

lETfiiffiL^c. ^^n;tSS^ffi*«^b;^^U> 5 0 
m\0)mmt\y. N.N-v;t?Jl.7-U> 10 0ml 

(7 9 Ommol) sjda, :i(r>mm^ox:\zx^w 

5lC^nn;<5^;Vx-x;i/ 2 2. 8m 1 (3 0 0m 
mo 1) ^iSTtfco 

bm -n^2 \ (n^^^y\z^€. ?&aiLfcO. 5 

N-HCl (5 0 Om 1 X 2) , * (5 0 Om 1 X 
1) > fiafP^^*5g-f h 'J ^ A* (5 0 Om 1 X 2) 



:^^A (i^^)ti^)]y 5 0 0 g. ^^^y-^^^D-y: 
SKx^;b 2 5:1 tCT^tU) iCTWSt, SSfii^^x 
D*y:;^tt«5HttTgSlt^*S#fco lRfi2 7.8 

g (W^3 8%) 

[0046] mmm i 

(2S,3S.4S) -2,3- (^vyne«JT>v* 
^zy) -4- [1- (>(h+5/;<5';i/:t4^S/) X^^iW 

- 4 - t Kd^v- 5 - d^>x>c7)^^X : 

ixmm-^nrz ii- (^ h+v^?>ii/:t+v) x^ 

h^):f^)V^y 2 1.7g (6 Ommol) ^jS* 
THF 2 4 0mltlin;t, CCD^ffi^- 7 81CJC?fta 

St37.4ml (6 0mmol) ^mTLTz. 2 0 5^ 
C(DK^m\z. r-hy^Yuy^uf^-X. ®3 1 
^1 5 0 9~1 5 1 2H (Tetrahedron Lett., Vol 
31,1509-1512(1990)) IC^EoTPS!^^^ (2S,3S) 
-2,3- i^'J'/aklOy'y'yt^y) -5-~y^U 
<yy-y-A-ty l.Slg (48mmol) <&60 

m\0m7i(.TU¥\zm^^Lrcmm^. -7sr:rmTh 
Tco 2. bmmmzxK^^^i^rz^. Kj$:mz^Qu 

t^)llx 2 1 ^£JDA, *4 0 Om 1 ch^ML;^, ^au 
^JVAM^Uyh-^y I p s«« (Whatmao 14« ; R 

4 0 0 g, ^^ItV : 7-feh>=2 5 : 1) ICT«W 

io.6g (90%) (ommuz^uy-f^^ntL 

xmrnit-^mwc. 

MASS : FAB (Pos.) m/e : 2 4 5 (MhD 
[0 04 7] SISS « 2 

(2S,3S.4S) -2,3- (-I' V:/DhfU7^>vPl" 
+v) -4- [1- (;;< h^>';<^;U;d-+'» x^;W 

- 4 -7-fe h^^v- 5 - D^>x>(7)^^ : ±12^ 
J6MlT#fc (2S.3S.4S) -2,3- (-fV:/D 
trUx>v:t+'» -4- [1- (;< h + v;<^;i.:t=^^ 
-» x^JU -4 -fc: Ha + v- 5 - v^D^^x^ 
5.93g (24.3mmol) i&it/^^Uy 1 0 0 

m 1 ^{zmx. ^uxmwb. ;inicM/K»K9. 1 7 

ml (97.2mmol), 4 - v;?^5';i/7^ / tf' J v 
> (DMAP) 2. 9 7 g (2 4. 3mmo 1) RZfhU 
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X^)VY^>i3.b5m\ (9 7 . 2mmo I ) ^J0;t 
9 0g, A+1t> : it»X?Jl.= 

6 : 1) \zxi^mL. mmit^m^&oyiLi^om^iz 
cfc ^ 2 as© v7Xx i/:tv-^-=en'fn i/D 7 >^^^» 

Jli:UT#fc. R f «(Z)SEli*©S*||tt{*:. ( R f 
0.38; ;*;V^a»->UAy;VTLC:/lx-h Ar 
t . 5 7 1 5A+it> : S^KX^;^=3 : 1) 3.7g 
(5 3%) R f Mc^i£V^iL*Mtt#: (R f , 0. 3 2 ; 
A*1J->:»KX5^;I.3 : l ) 2. 0 g (2 9 %) 

MASS: CI (Pos.) m/e ; 2 8 7 (MHO 

[0048] W 3 

(1S,2S,3R) - 1 -7-feh + v-2, 3 - 
:/Dl:fgx>v*+v) -4- ^-.(^^h+v;^^^;^ 
it+S^) X?;W -4-vi^D^>x>C!)^«:*Jg« 
2T#Snfcft^*T*5 (2 8. 3 8. 4 8) -2.3 

- (-rv:^ntfUx>>:;;f+>') --4- [i- (pth+ 

vp^?;i/:t*x) X5";H -4-7irh+v~5-x5? 

P^>T-> (R f (Rf = 0.3 2) (Dif^ 

m 1.5 5g (5 4.2mmol) ^S^^THPSOm 
ll^lrJlD^. ^^>(CPclC I2 (CH3CN) 2 7 1mg 
(0. 2 7mmo I) &tf 1, 4-^>y+y> 2 3 5 

mg (2. 1 7mmo I) ^&linAT7J^=f>:tfXSHm 

n^^yyvi^:x'y^}tif)]/^yh (vu*y;i/ lo 

Og, A.+1f>:»KX5";i.= 5 : 1) ICT»«U 4 
84mg (3 136) <Oi/Uv:fmiiWthXUmVC^m 
Sfc6 9 2mg (4 5%) coa^KSSIslW 

MASSrFAB (Pos.) m/e ; 28 7 (MH*) 
[0 04 9] ^ JS W 4 

(1S,2S,3R) -2,3- (-YV >^ntfUx>>?:t, 
*v) -4- [1- (pC x^;i.] 

- 1 - h F V- 4 - n^>T'>0'&^ : ±iE* 
li«^3T||^nfc (1S,2S.3R) -l-7irh + >' 
-2,3- «vyDhrUx>>^:t^v) -4- [1- 
(>^ h=^vpt^;i/:t^v) X^JH -4->'i:7D'^>r 
> 440mg (1.54minol) ^ 1 Om 1 C0JS*;J^ 
iJ'y-^KCg^L. iE*J^K*U'^7A 4 2 5mg (3. 
0 8mmo 1) ^1^X. SffltCTS. 5^PBHH$trc, 

psttttTarsiffi. iajET»«ufc« ii^n;tss* 

7^!y'>^xU:^yjV:*^^A {i/ntiV)V 2 0g.^=1^ 
■y->:»i6x?;i/=3 : 1) tCTttSb, 3 4 6mg 



(11) !^B8¥4-3 2 7 58 7 

20 

(9 2%) <Dv'n7yiK«fK<hLTgS{l:^«j<&#)rco 
MASS: FAB (Pos.) m/e ; 24 5 (MH*) 
[0 0 50] * jH 09 5 

(is.2S,3R) "1- [ (p- h;i/x>x;i/5!^- 

M -2.3- (-f vyntrUx>v:t+>') 

-4- [1- (^h+e/^t^Jl/:^:^^/) X^JP] -4- 
vi7P^>x><0^^: ±ie*jffi094T#fc (IS. 2 
S.3R) -2,3- ('fV:/Dt!'Jx>v:t4^v) -4 
- [1- {^V^'y^'^^^^'^) X5";W -l^tK 
i^? D+>'-4-v^D'^>x> 3 1 3mg (1.2 9mm 
ol) &il*^fc;<?l^>8ml*(C}t^$^, p-h 
;i/X>X;i/*x;l'^P7-f H 4 8 9mg (2.5 7mni 
o 1) Rr;hUX?;l.75> 7 1 5// 1 (5.14Tnm 
o 1) $JP^, iffi)ttT2Bm^filCTJiJ$tfcc S 
|&f^lC*2 Om I ^JPA> )*:i/iT^Dn*;VA5 Om 1 

^yi^n^fiyK (vU*y;i^ 4 0 g. ^+'t^> : 
X?;U=5 : 1) {CT»SU vPy:/tt«l®^tT3 
it? 8 2 m g cDSS^t^tl^Sfc. 
[00 5 1] 

MASS : FAB (Pos.) m/e ; 3 9 9 (MH*) 
W-NMR (CDC I3) (5 ; 7.8 6 (d) . 7.3 3 

(d) ,5.61 (s) , 5. 2 0 (m) , 4. 8 5 (d) , 
4.7 2 (t) , 4. 5 9 (q) , 4. 4 6 (q) , 3, 3 4 

(s) ,2,45 (s) , 1.4 0- 1.2 5 (m) 

[0 0 5 2] ^ iS «8J 6 

2 \ 3' -o-'f v:/Dtrux>-6* -c-^^;v- 

6'-0- {^V^y^9M -3-x71fT^7'5/S/ 
30 >A©^^: 3-x71f7xX> 2 0 2mg (1.5m 
mol)«:il*DMF 2m 1 ^t^HJPATaifLfc. :k 
V^TSfilCTS 0% NaH (ffttf) 7 2. 4mg (1. 
5mmol)^iD;i. Mfr 1 5 ^'>>- 5 150 
U\ (0. 7 5mmo I) ^iDATli^Ppm^Ufc. C 
(ORlSSIC. «JEW6T'#fch->l^-h 3 0 0mg 
(0. 7 5mmo 1 ) ^SE*DMF b.bmWZ^t^h 

^c^jg^Jn^. 7;v=f>:^XTfi^Lrc^. so'CtcT 

»L&, »^nfc«SIZ»Kx^;H 0 0ml 

X5^;i/S^7 7 hv> I p sfiJKlCTttia^, MJET 

A (Art. 9385 - 4 0 g. CHCl 3 : M e OH : «NH4 
OH=4 0:1:0.1) fCTSSL, 1 5 OmgCOg 

MASS : FAB (Pos.) m/e : 36 1 (MH*) 
[0 0 5 3] ^ J6 7 

6* -C-;^^;i'-3-x7lf^:/^y v>A(7)'&^ : 

±M^mm^xm^2\ 3*-o--ry7'nb'Ux>- 

50 6'-C-;)t^;i'-6*-0- (;>t h^^v^^'iW -3- 
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T71f^:/^/v>AC0^S^ 15 0mg (0.4 2m 
mol) $:5M-HC 1 -^^^y-Jl/^iS Sm\^\zm 

^^/-jv^mx. 3iHi«jET»ttbm xi^y-Mz 

zL'y^iil^)V1^yh (Art.9385- 1 Og, CHCU: 
MeOH : aNH4 0H=6 5 : 2 5: 2 tCT^ffl) \Z 



i|$BB3P4-3 2 7 5 8 7 

22 

#&. 
[00 54] 

MASS : FAB (PosJ m/e ; 2 7 7 (MH*) 
NMR: (CDsOD) 6;8.17 {s),7.65 

(d) , 7. 0 9 (d) , 5. 9 6 (s) , 5. 4 2 (m) . 
4.6 2 (d) .4.56 (q) , 4. 1 6 (t) , 1. 4 4 

(d) 



(BDiot.ci.^ mmn frmM.m fi ^%^7mm 

CO 7 F 7/18 A 8018-4H 
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